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To provide compounds having an excellent platelet agglutination inhibiting effect and a good peroral activity. Thiazoline derivatives 
represented by general formula (I) and salts thereof; wherein R' represents formula (U), viliercin R" and R*^ represent each hydrogen, 
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U > (*l^jgl 0 //M) 2 5 it/ 1 <&^j!jnU. Jfil/J^«^a*tgSlJ^^g (TiJ^U 3- 



WO97/D3058 



8 



PCT/JP96/D1862 



^TM . PA- 3 2 1 0. ^tUm-^^S?) <^<fc*) 5t5>P^Sfl^L. ^jK^-^^;^ 

mMmim= c i ~ ■. ) x i o o 

^ fc^ itnmt LT N - ( 2 - :^jU^^i/aL^jU) -2 - (4-T=i?y^ 
> ^'U^ = y ) - 3 - y^yP- 4 - ^ 3 H - y U > - 5 ^Pd^'-l- 

i^ 5 K :^YI:7K*^ (WO 9 4 / 0 2 4 7 2 -^{rs^^ tlti^t^^ &rf it 
^mt^-t) i2-ti)\/^.^i/jL^)\^^ - 2- (4-T$i^y^>i/ 

-r^p-r ^ y ) - 3 v^uifjv- 4 -^^^^u- 3 h-^^t'/u >- 5 -;;7>^i.;}f 

I K ^Yb?K«^ (WO 9 4 / 0 2 4 7 2 tifzit^^ «T 



wo 97/03058 



9 



PCT/JP96/01862 



1 



1 ^mm 






^± S D 








o 
o 


o 

O . 


7±7. 


4 


it-^^i 1 




o 
o 


8 . 


3± 1 : 


I: 7 


1 2 




9 


7 . 


7± 2. 


7 


<t^^5 1 


1 


0 


0. 


0± 0 






1 


0 


0. 


0± 0 




It-^ 5 6 




8 


1. 


6± 1 8. 4 


0 


1 


0 


0. 


0 ± 0 




^t^<^ 6 1 




9 


3. 


6 ± 6. 


4 


6 3 


1 


0 


0. 


0 ±0 








2 


3. 


6±9. 


2 


imM2 




1 


5. 


0 ± 5. 


7 



wo 97/03058 



PCT/JP9^1862 



S2 



10 



HN 
R 





rt 




o3 


1& 




1 


H2N- 


a 


Me 


AoOH 




2 




Ei 


Me 


MeOSOSH 




3 


H2N- 


a 


H 


MeSOSH 




4 




e 


H 






5 




o4>r 


Me 


MaOSOm 




6 


N , 




Me 


M80S03H 




7 


H2N- 


C5-Pr 


H 


MeSOaH 




B 


Q-Ch- 


frPr 


H 


- 


155*158 


9 


H2N. 


l-Pr 


Me 


MeOSOaH 


247-249(3^)1?) 


10 




l-Pr 


Me 


Msosom 


159-190 


11 


H2N- 




H 


M8S03H 


220^22 


12 






H 




204.206(««) 


13 


H2N- 


n-Bu 


Me 


MeOSOSH 


240-242B^») 


14 




n-Bu 


Me 


AcOH ! 

. i 


149-152 


15 


H2N- j 


n-Bu 


H 


MaSOSH 


22B.230{»J|Sl) 


16 




n-Bu 


H 




224.22e(^Jj» 


17 


H2N- 


Ph 


Me 


ACOH 


218-219 


18 




Ph 


Me 


MeOSOSH 


221-223»l!l> 



wo 97/03058 



PCT/JP96/D1862 



11 



19 


\ f 


1 


Ma 


- 


237.239(»)||H 


20 




Ph 


Me 


MeOSOSH 


107-109 




4-1— PnCrl^lH 


Ph 


Me 


AcOH 


183*185 


99- 


4»F"WlNH 


Ph 


Me 


M80S03H 


213-215 


23 


4*^90^*1^8^ 


Ph 


Me 


M8OS03H 




24 


H2N- 


Ph 


H 


MeS03H 


278S.279tt>Jj» 


. 25 . 


QO- 


Ph 


H 






26 


O- 


Ph 


H . 




177-179 


27 


/—I 


Ph 


. H 




T76*179 


28 


4-F-PtiCH2NH 


Ph 


H 


MeS03H 


146-150 


29 




Ph 


H 


MeaoaH 




30 


i MpO*PhNH 






MeS03H 




31 


PhNH- 1 M»f 


t-Bu 


HI 




32 


4-MeO-PtiNH- 


l-Pr 


%Bu 


H 


196^197^ 


33 




i-Pr 


Mu 


HI 


. 161*163 




PhCHZNH- 




%-Bu 


HI 


101-ioas 


as 


4.F-PtlCHZNH- 




1^ 


HI 


137-1383 


36 


o-HbxNH- 


m 1 


i_nti 


HI I 


191^1933 


37 


PhCH2(Ma)N. 


KPr 


t-Bu . 


« i 


107-110 


38 




l-Pr 


t-Bu 


1 


210>212 


39 




h-Pr 


t-Bu 


V 


207-208^ 


40 




W>r 


t-Bu 


HI 


195-196 


41 


Ph-N N- 


l-Pr 


t-Bu 


" 1 


193-194 



wo 97/09058 



PCT/JP96/018(2 



12 



^2 cm^} 



42 



43 



45 



47 



48 
48 



50 

51 



54 



55 



58 



57 



56 



.59 



60 



61 

62 



OHC-N N- 



M82N- 

o=<3- 

M8Q2C(CH2>3NH- 



PtOCNH- 
^-PhCH2NH- 



t-Bu 



i-Pr 



B^^ N- 



OHC-N N- 



Q 



l-Pr 



HI 



HI 



161.163 



156-160 



l-Bu 

t-Bu 



l-Pr 
l-Pr 



H 



l-Pr 
l-Pr 



H 



l-Pr 



H*r 



l-Pr 



l-Pr 



l-Pr 



l-Pr 



hPr 



l-Pr 



l-Pr 



H 



HI 



HI 
HI 
HI 



181-183 



CF3COSH 
CF3C02H 



CF3C02H 
CF3C02H 
CF3CQ2H 



206S-20&5 

179-181 
134^136 



lOCKIOI^ 
101-103 



CF3CQ2H 



CF3C02H 



iiviil^(»gD 

239^240(3»i» ) 
2203-221^ 



1113-116 



115-117 



H 



CF3C02H 



CF3C02H 



CF3CQ2H 



CR3C02H 



CF3C02H 



CR3C02H 



CF3C02H 



CF3CQ2H 



201-202 



146-151 



157-160 



140-143 



142-144 



150-155 



122-1243 



>800(»J|© 



WO97/030S8 



PCT/JP96/01862 



13 



^2 



63 






H 


CF3C02H 


153-154 


64 


H02C(CH2)3NH- 


WPr 


H 


HCI 


230.5.232(i>») 


65 




l-Pr 


Me 


MeOSO»l 




66 






H 




193-194 



wo 97/03058 



14 



P€rr/JP96/0]862 



mmmi 

( 1 ) 3 - V^^m^'^JU ( 1 0 g ) {C, 7jc?^TJ^YtX;U3^ U JU ( 7 . 4 
ml) «TU ^ST.2J^Kat^vL/Co CtHC 
:x.^y-Jl (2 0 0ml) RZJ^^^mm (7. 3 g) ^iD;iiD^S^T 3 Itr^^ 

;t^ tfrai U/c^H^^®flK UT^ 2-Tl / - 4 -j^^jU^tV-jI^- 5 -7!7>»l/;}^" 
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JUClOg). 4 -•>TyOvV>'l^i^D>; K (7. 9g), tfUi?>(10 0 

^m^lm^mtii Vfz^^m^fmL^ 7K-C?5fc#©^^UT 2- (4-->Tyoy 
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if 5 K • y ^ ^Xil/T}^ >B|ig (fb-^i^ 3 ) ^#^, 
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<t^2 (0. 5g)\ 5%7}(.m<ti-h')^2^7iimM<l- 5ml). 2-7" 
d/nV ( 5 m 1 ) (Om^^^M^-C 1 l^r^^# U^Co l % U >iE7K^?gE^ilD 
;t p H 7 iZX^tz^miH Ltzf^^B^m. T% N ^T^^ LTN - ( 2 - t!?^!^:}? 
^^i/i^^U) - 2- {4- { [4- (t"U>?>-2-'1';l/) ti'^^v?^- 1 --f 
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^ p T^o t^>'^7&y^J^C >® u U K ( 4 . 9 m l ) CDj^<l;^,5?- U >mf& (50m 
1 ) /S- 1 ^K*^t:fTrSTU. - st;®^^ 1 . smmW^VtZo mcM^^B 

>^^57 <- (i^Yty^ V> : B^^J:.f^/l/=7 : 1) irft UT S- v/^? p3^o 
3-;t^v:/ob'';^>gi^5^yl/ (5. 9 g) ^^§^Co 
3 -vi^n:7^Dh°;i/- 3 ->^^y-/ot°;^->'®?y5^;^ (5. 8g) fc, 7jc?#T 

"i^'fbX;l/-7 U (3. 6ml) <^MTU> MT2m^^J^U7to SJS^g-^J^^ 
l^EE^SIU. ^ffitC JiiJ^ y ( 1 0 0ml) . (3. 4 g) ^in^M 

5 - tiJV:^s ^iiy ^/l, . JgiH^ ( 8 . 0 g ) *#^„ 
1 9 5 1 9 6 

(2) (1) ■vnfz2 -r IJ - A - i^^ u':rvi\^jV^TV-)V-5 -ijjl^^. 

ym/ ' ^m^^mmKmi^ mmm i ( 2 ) i: mm(Bmi^^nti-^x 2 - 
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H^r 2 7 2-2 7 4'C C^^) 

(3) (2)-CWi2- C4 -i^T/^y^/^ JUT ij:) - 4 - S/^ oT'p t" 

\y> :mmJ^^J\y=9 : 1) tr J; LT 2 - (4 - '>Ty Oy-T^l^-T S 7 ) 

- 3 ^7U-4 -->:J7 o:^CJ hVU- 3 H-^TVU > - 5 -T&yUjHi/®?^ -^^yi/ 

23 0~231'C 

(4) (3)X'#/c2- (4-vTyoy-1';l--l'$y) -3-y^>/l/-4- 

^Jl (4) tmm(Dmi¥^nf£-yXN- (2->< h + i;/;<7^l/;}?^yl/ai^yl/) -2 

- (.4-zyTy^>V-fJU^ 5 y) -3-y^;l/-4-v'^o::^pfcr./l/-3H- 

y U > - 5 - :^;yl/;J?4^-9- $ K^#/io 
HU^ 1 8 9 — 1 8 9. S-C 

(5) (4) -vm^tzl^- - 2- (4-->T 

i y) -3-y^>H'-4-->:^o-7'olf;l/- 3H-f^T*/y >- 
5 - Ti^yU^K^i^ i K^i^5|s^{Cffl I, mmm l ( 5 > i H^cDSfP^^^r^j: T N - 

(2-y h^->;^7>'l//-K^;UJi^;U) -2 - ( 4 -5^^;^y!//<^-i'7K>^/-r>'U-r 
^ y) - 3 -y 5^;U-4-v:J7 pycrt'yl/- 3H-5=-TV; 5 -?!77P;i^^-t^ . 

it,-*? 2 1 4 ~ 2 1 6 
( 6 ) ( 5 ) -e#fcN - ( 2 - y h 4^>';^7>'I/?K~>'UJC^;i/) - 2 - ( 4 - 

>r yUOV-r ^U-f $y) -3-y5=-;P-4-v'^P7^Cilf;U-3H-f- 
T ^/ y > - 5 - = K<£-ip3tsKcMl >^ ^fai 1 ( 6 ) t ll^©«fT^^fT 

/jToTN- (2-y h^i^:fyJU^—J]y:^^Jl/') -2- [4- ( ^ ^;l/^;i--r i K 
-f;l/) OV-f^l/'T ^ y] -3-y^yi/-4-->^o:fotr;i/-3H-5^Tyu 

It^. 1 8 6 ~ 1 8 7 
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(7) (6) -vnf^N- (2 - / h^iy:^JU^:—Jl:c-f-JU:> -2- [4-.(^ 

? K-f ^ > y-r ^ y ] - 3 - 4 - •> p y a tvu-; 

( 7 ) irM^OSf^^frnc -:>TN- (2-> v/>?77l/:^?^yl/ji5=^:;!/) - 2 - 

C4-Ti'jyK.>v^ju^ i y) - 3-^5^^i/-4 -i^^civ^ohVP-sH- 
m^, 2 4 9 - 2 5 1 i^m:> 
mmm e 

m&ms (6 ) T'#/cN - C2-/ - 2 - [ 4 - 

3 H - > - 5 - 7:7y^;^>■^^^ K • ^ ^>'HifgM:^ ( 0 . 4 5 g ) . 1 

- (ih'V.i^>-2-^ju:> e^^i^y (0. 1 9g) X mSt CO. O 7ml > . 
^ :^ y -yl/ ( 5 m 1 ) ©M-g^^iraiiaiflET 2 l^^ft^ U;fco SX&S'^^MBE 
Slig©^> aM^ig<b./^^>-ftili^yU-CS^H^LTN- (2->f 

;t/:x^;i/) -2 - {4- { [4- (If U5^>-2— f^rU) f-^^v^V-l 

--r>'i/] $ K-f^w ^>v-f>'U'f s y ) -3->'^>>u-4-->^o:/Dhr>'i/- 

11.^. 7 0 ~ 7 3 i^my 
mmmi 

■fa i^jU- 3 H-^T >- 5 -;?7;U7j?+i^ i K • > :^ >ai3fcg (-fb-^ 

«Kj7) ^#^o 

ltj*i 2 4 6-2 4 Q'C (rS-H?) 

6 ^/^J|st{r ffi I ^, ^^aj 4 i [^1i®^f^^tT''d: o T N - ( 2 - :^JU^.^ 
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>/a:.^^u) -2 - {4 - { [4- (fu 2 —ryu) t'^^-:?>- 1 --I'-'H 

h'^M ^>V-(JU^ ^J] -3-ji^Jl^-4-'y^a:f\3\fJU-3H-^: 
iil.'ir 1 5 5 ~ 1 5 8 'C 

(1) 3-'f V^ob°>'U-3-;^-^v:^nhr;r>M:3^^>'l/ (1 0. 3 4 g) jr. 
7jc?#TO-fbX>'U7 ^)J\^ (5. 5 m I ) ^?iT U> 2 ^femS^ L/Co RiS^S 
-^^Mffi^libs ^&{raii^ y ->>l/ ( 1 0 0 m 1) , ( 5 . 5 g) ^ 

ilU*C 1 7 8-1 7 5«C 

(2) (1) -C#^2-T$ rv>''nlf;l/^T^/->>l/-5-*>'l/?K> 

^jc^yp^^j^jjsttrffi I giM^^ij 1 ( 2 ) i mm<Dmf=i:m t 2 - C 4 - S/T 
y oy^;PT i y ) - 4 --r vzfu if;uf-T v'-;u- 5 -:^>'U;tc>Mj^^;u^ 

SI* 1 7 4-1 7 S'C 

(3) (2) -e#^2- (4-->Ty'Oy-l'>'l'Tiy) -4--r v:/otf;u 
9-TV-J\y- 5 -*yl/7K>^J^^yl^*il**trj^l V Ilife^J 1(3) il^ftlcD^ft 
^m£':>X2 - i4-=i/T J-^y^/^ )\^^ X -3-y f->>U-4 -'f V'T'Db' 

204-205'C 

(4) (3) T#fc2- (4-'>Ty^>V'r>'i'W' i y) -3-yf-.>u-4- 
(4 -vTy^yy-r^i^-f ^y) - 3-yf-yp-4--ry:/aif;i/-3H-5^T 
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1 0 0 ~. 1 0 3 ■€ 

( 5 ) ( 4 ) -nnfz N - ( 2 - y h + i/97Jl^^::^JUJ^^JU) - 2 - ( 4 - -> TT 

y^>^/^ju^ i y) - 3 -y^>'i^-4 --rv^bi?yi/-3H-5^TV'y >- 5 

-;^?>'Uj^-^-!?-= K^&^^fC^^lv, Slifi^l (5) <i:ll!^®«f^^^T>i:.,TN- 
( 2 V^iyfj )V7f-—Jl^:i^^)V^ - 2 - ( 4 -^;i-:;^;/P^<*-fVK>' V'f ;W 
$ y ) - 3 - y ^^1/- 4 - -1' V :/a tr^U- 3 H - ^/ U > - 5 - :<7yl/'-K4^1?- i 

Hi;*?. 1 8 6~1 9 O-C 

(6) (5) X-mtzn- (2-y h + ->757>»U>fC^;l/^5^;l/) - 2- (4-f-;t 
>^;Uy<^-r;PA;> ^ y ) - 3 -y f-/U- 4 Vt/o hVU- 3 H-f-T 
v'O >- 5 -7!7;^:^-:4-^^$ K^j!^3|sf{Cffii,>. iiM^j 1 (6) trnmco^ff^fffs. 

oTN- ( 2 -j^ h^zyt>JV:!f.—jV3L^j\/) - 2 - [ 4 - (y ^7U5^y*->r = >V 

yi') ^> v-r^K i y ] - 3 -y ^71/- 4 - ^t v^^d tfyp- z u-f-rv^) >- 

5 -:^y^^K+-t^S K . y ^>^I/5igg^jg^#:t„ 
laij^ 1 5 8 — 160. s-c 

(7) (6) T^i^N- (2-y h4^i/:<7>'l'Ji?— -2- [4- (y 
f:;bf-;t-f ^ K-ryi<) i y ] - 3 -y 4 -- f vTd t°;u- 3 

(7) c!:|l^®®fp^;fTnj:-^TN- (2-y N^'>;^7yI/jK^yUac^yI/) -2- 

( 4 - T i >?y < > w yi/'f ^ y ) - 3 - y ^jv- a-^ v^o e >'i<'- 3, h - ^ 

Uli^. 247 — 249^ C:S^^^) 

(6) T#jfcN- (2-y V^i^iJJ\^^—i\^JO.^Ji^^ - 2- [4- 

( y f-jv^:^^ I K-f >H/) a: > yp-f 5 y ] - 3 - y ^^i/- 4 - ^ v :/'p if 

- 3 H-^T^/U >- 5 -tiJ\yif.^^ 5 K • y f^^^I/fiSSIi^^igJls^tcffll^ 
2 (b|^^®a^f^^tTy5:-5TN- (2-y h^i/:!?77p7}?— >/I/J^^7P) -2 - {4- 
{ [4- (fc°US^>-2--r>'P) tf^^v^^- 1 -f J K'1'>'U) ^^'/'f 
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Hi* 1 8 9-1 9 .0'C 

mmmi i 

9 ^mmizm i >> mmm 3 1 mmcomrf'^rwi t n - < 2 - ;?7>'P*-^ 

i^^^.'U) -2- (4 -TS i?y^>V-f>/U-r $ y) - 3 -/5^yp_4 -^VT^ 
D Ifyl/- 3 H - ^^T^U > - 5 - ;^>'P;J-C4^i?- = K • ^ ^ ^xyU^f. >mm. Ut-^ 

1 1 ) ^mtco 

Hl^. 2 2 0~2 2 2%: 
S^ifi^iJ 12 

1 0 <£:/msF{c^ m&m 4 i i^^io^f^^fi^ja o t n - ( 2 - t&v^i/^k 

^iyju^jV) -2- {4- { [4- C\fVi^>-2—fjU) tf'^^ 1 ->f 
>'l'] 'C^ K'f-'H V-f = y} -3-y^7l/-4->f ytT^ohfyP-SH- 
^T V y > - 5 - ;?7>'I/Ji?+^1^ S K (^k-^ 1 2 ) *^§^o 
ailj*r 2 0 4-2 0 6*0 

^iffi^j 13 

(1) 3 -^4^ya^^> ^ii«?!i9 (1) tmmcomi^ 

MA 1 2 1 — 1 2 2. 5'C 

(2) (1) 'Cnt^2-riy -4-n--:r^jVf-TV-JV-5-iiJU^>m 

^^ji^^mmcmi^. mmi (2) tmm(Dmff'S:nf£-^T2- (4-'>Ty 

'^>V:>l'>>UT $ / ) - 4 - n -:/f^>;U5=-Ty->'U- 5 
2 0 0-2 0 2t: (^il?) 

(3) (2)T#/c2- (4-v/Ty^W-ryl/T^y) -4 -n-y'5^;l/f- 
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m.^ 18 4-1 8 5. 5^ 

(4) (3) TWf^Z- (4 -i^T/OV^-f^U-f ^ /) -3->^yU-4- 
n -zr^Jl^- 3 H -f^TV; >-5 -ijJV^^^im/ ^^I^^l^^f fCfflt \ Slii«»J 1 
( 4 ) i I^^O^f^^^T'S r,TiSI- v';^>H/7^-j:^yl/ji^;P) - 2 - 
(4-->T/^>^/-f>K ^ >') - 3 -y ^;P-4 -n-y^/Ix- 3H-^T*/ 

it* 1 4 7 -- 1 4 9X 

(5) (4) T#A:N- (2 -y h + ->7?7;U5f:— -2- (4-i/T 
y^>vV>'I/'l' - ^) - 3 -y ^;I/-4 - n-^'^.'U- 3 H-^T^U >- 5 - 

a K<£-ili|s|-«rffi(, mm 1(5) il^ao^fP^^T^^j: oTN - (2 
h^i^ij )\^^—JV^f-M - 2 - (4 -5=-:t:*>>U^<^'f 7l/-^>y-f^P-f $ y ) 
- 3 - y 4 - n - 3 H - f-T V y >- 5 - tiJ\y^.^'^ x K^#^o 

2 1 1-2 1 3^: 

(6) (5) -r#/iN- (2-y f^i/:^7;l/^-^^UJC^^I/) - 2- (4-^5*- 
fj)W<=E^jW<,>V^JV^ $y) -3-y^7l^-4-n-:r^^U- 3H-^T^/ 

u > - 5 - = K^nJisffcMt ^> ig}£^?>j 1 ( 6 ) t mmcD^f^^nfi 

TN- (2 -y b^>':^yl/;J>"^;Ua^f-;U) -2- [4- (y^;L'5^:*--l' $ HV^'b) 
oy^;i/-f ^ y ] -3 -yf-;u-4 - n-:/^>^I/- 3 H-^T^/U >-5 
5 K - y ^.'PBg^^W^o 
Hl^. 1 2 8 ~ 1 3 1 

(7) (6) T^f^N- (2-y V^'ytl}V^-—JV:x.f-j\,^ -2- [4- (y 
f-yl/^;*->r ^ K>r>'P) ^^^'fyP'Tiy] -3-yf^>»U-4-n-y^^l/-3H 

-^Tyu>-5 - :^/^JJ^*^•t^ 5 K • y 'f-)vmm^^m.n\zm\.^^ mmm i ( 7 ) 

ii^^KD^f^^^rns^XN- (2-y Y^^yfjJi^^^^JX^OL^jV^ -2- (4-T 

$c?y^>"/'i'7i/-i' i y) -3-yf->>u-4-n-:r^yi/-3H-f-Tyu >- 
5 - ^ k • y f-jv&mm (Yb^ i 3 ) ^^tio 

Wl^ 2 4 0~2 4 2'C (^fl) 
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mm¥n 3 (6) T#/cN- (2-y h:^->7^;l.^\^7i/JC5^^|/) -2- [4-.; 
(^5^^U^^-f i K-f^P) ^^'V-r^U-f ^ y ] -3-y^>>U^4 -n-:rf-;U- 
3 H-^yy U >- 5 i K • ^ ^yHSfiS!]^ ( 1 g) . 1 - (h^U 

>-2— r^l/) lf^^-:?> (0. 4 2g).S^i^(0. 15mn^^^y-jU 

(1 om 1 ) (Dm^^mmmmr 2mmmm.tco Rmm^trmzm&cD-^^ 

- { [4- (t"u i?>-2— r^u) f^^v'^^^b] ^$ HV^'U) ^^y-r^u^s 

Bt®?:^ (^k-g-i^ 1 4 ) /Co 
149-15210 

mmmi 5 

k'&^sj 1 3 ^mmzmii \ mi^m 3 1 mmcomr^^nu ^ r n - c 2 - t&^^u^k 

-2- (4-T^ v^yOV-fyW $7) -3-p(5^yl/-4,-n- 

1 5 ) 

WlM 228~230'C (^jS) 
Sdi^?tJ 16 

^i^^^jU) -2- {4- { [4- (fU v^>-2-^yl/) -{i 

- 5 - tjjuTi^^^ I K at^ 1 6 ) ^ntLo 

H^. 224~2 26"C (^j!?) 
glifi^lj 17 

(1) oV'i'.»i/g^^jc5^yu^ii3i^{riai>. i^W9 (1) tmm(Dmrf^n-^£ 
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m,^, 1 6 6 ~ 1 6 8 
( 2 ) ( 1 ) T'#/c 2 - T $ / - 4 - y:j,—jl^^TV-Jly- 5 - Jl^yf^ >mj^: 

iil.^ 2 6 2-2 6 4"C (^P) 

(3) (2)T?§/c2- (4-->Ty^>y-rvUT$y) -4->f ji^;l/f-T 

'/-ju- 5 - :<7>>p5}f ^s m&m 1 ( 3 ) <»: mmcomp^n 

m.^. 2 6 9~2 7 0'C 

(4) (3) -C#/c2- C4-'>-ryKyV'^JU^iy) -3_^^yl,_4_ 
y:c—Jl- 3 H-^TV*U >- 5 -r^^/U^JO^y ^yl^<&J^jtsf{CMC^x m&mi 

(4) (hllilO^flE^^T'iC-pTN- (2-> >4^>';<7;i/5}<^^l/ai^/t') - 2- 

( 4 - •> T y ^ > V-f A-r 5 y ) - 3 - y -4-y :„—JI,-3H-'^TW 

it^, 2 25-228^: 

(5) (4) T#ytN- (2-y h^'>:^JU^^^jVjL^jU-) -2 - (4-'>T 

^'U^'^-y-s K^ii3|sf(rffliv mmmi (s) ii^ao^f^^^^r'^dr-pTN- (2- 

y ^l/if^yl/) - 2- (4 -^;t;^^P/<^:-r>'t/><>y-j'-;U-r $ y) 

- 3 - y 4-y siL—ju- 3 H - f-T y U > - 5 - T^/yU^'^if ^ K<£-#/^o 
11^. 2 2 8 — 2 2 9^: 

(6) (5) T#/cN- (2-y h^->;^7>'l/d^-^;l/a^^>>b) - 2- (4.-^-;^ 
:^JW<^^jUOV^jV4 i y ) - 3 -y f-yP- 4 - 3 H-^TVU 

> - 5 - ^ju^^^ I ]^=S:mnizmi \ mm i c 6 ) tmmcomif^nti r> x 

N- (2-y h^iy^JU^:=.jUJL^jV} -2- [4- (y ■?->>U^>i--ff = K-f/I^) 

^^y-r^u-r ^ y] -3-y^>n/-4-7i— y!/-3H-^Tyu >-5-7!7>>i/ 

Uli^C 1 2 0~ 1 2 4'C 
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(7) (6) T#/cN- - 2- [4- (pf 

f-T y U > - 5 - 757>'U#!=*^-t^ ^ K • ^ ^/USSi^^J^Jl^irffll, V 1(7) 
= >5y^>v'>r;i^^ $ y) -3 ^;b-4 -:7i^;i'-3H-5^Tyu >- 5 

M.^. 2 18~2 19'C 
JIM^J 18 

mi&mi 7 (6) -C^#/cN- (2-y -2- [4- 

t -^tn- (2-xh+ '>:^^u;}?^yi/ai^;i/) - 2 - { 4 - 

{ [4- (lfUi?>-2--f^l/) If-^^i?— -f 5 Kl'^'U} )\^^ IJ] 

- 3 - y 4 - -7 ^U- 3 n-=f-TV y 5 5 K • f-^I^ 

5igi«?i^ Ub-^l 8) ^nfz. 
it^. 2 2 1-2 2 3X 

igi&^?>J 1 9 

^^Jl 7 (6) T#/-cN- (2-y K^->:^>'l^'i-"— >'I^^f->'l^) -2 - [4- 
(./f->'U^;^'f ^ ^^)\^^^>V^J\^^ 57] -3-y^yi^-4-:7 3i^7i'-3 
H-^ryy 5 J K • > ( 1 g) s *>'l^'^ U > ( 0. 

2 2 g) . (0. 15ml). ii 0m l ) (Dm-^^tmmm 

i^lC^jS b/Co iafnMlf7KI^:»- h U ATK^^iO^ p H 8 \Z X^fz.-^ 1 BfeKg b. 

;i/) - 2- [4- (*;i/*y/-r^ hV^i^) ^>^/'<>'i'-f i y ] -3-y^;u- 
A-y:xL—JV- 3 H-^TVU > - 5 -;^7;l/'i-:^-9- ^ F 1 9 ) <&#/Co 
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ib* 2 3 7-2 3 S'C C^m) 

m&m i 7(6) -cmtcN- c 2 - ^ h^->:^ju7ii—j\yai^ju:) - 2 - [ 4 - 

n-^TVV >- 5 -;<7>'l';}?^if 5 K • /^JmW^ ( 1 g) > 1 -jcf-^i/fcf^ 
vv?> (0. 2 8g).ft®?(0. 1 4m 1 ) , /rJ^y-;!/ (1 Om 1) 

:5?AJ^-7^>'L'-rMH^'fbLTN- C2-y h^iytiJl^^^^jVx.^jUD - 2- {4- 

[ (4 -ai^>>i/b°'-?^i?>- 1 — r^t) s HVv'U] $ y } - 3^ 

jt ^JU- 4 - :7 3 H - ^/ U > - 5 - i K • / ^Jmmm 

ab'^2 0) ^#:fco 
iU,"^, 107~10 9'C 

mmi2i 

^mi^ 17(6) -C#/cN - ( 2 - y h ^ iy;^?;^;^^^^!/^!^^;!^) - 2 - [ 4 - 

(y ^^bf-^r-r = K-f;!^) ^>v'-Y>'i^'Y s y ] -3-y^yi/-4-7i^yix-3 
^ mmmi 4 tmmcr>mrjF=^nti'^xN- (2-y ii^.>'?57>'u 

;i^j^yUac^;l/) - 2- {4- [N- C4 -yjV^ti^>i^jU:i T I P^l 

I K • mwm 2 1 ) ^mco 

M.^, 183~185'C 

m&m2 2 

m&mi 7(6) T»ytN- (2-y -2- [4- 

(y ^^'i/^it'f ^ K-Y^p) ^^y-r.'p-f i y] - 3 -y5^>/p-4 -•7i^>>u-3 
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-u>(o. 2g).y^y -71/ (10ml) (Dm^m^iammmr 2 mmmn 

-2- {4- [N- (4 -:7yU;i-o:7x— /i/) T ^ ] 
Oy-fyU-r Jy) -3-y^7l/-4-7i^>'U-3H--^TyU >-5-?&7l/ 
si^'+if i K • y 'f-)\^mkm. iit^ 2 2 ) ^#^o 
at-^t 2 1 3 ~ 2 1 5 1C 

SIM^J 2 3 

%mmi 7 (6) T'#/cN- (2-y h^i>757;U^'^;i/jnf^;l/) -2- [4- 

ffit^. ^IW2 2 il^aoaf^^tfJ^C^TN- (2-y h^i'T^zyl'jJf^^Ui^;!/) 
-2- {4- [N- (4-y h + '>-7ij:i7U) T I 'J J 1 ) - 

mm. at^2 3) ^#fc„ 

'H-NMR CDMSO-de) S (ppm) ; 

2. 36 (2H. t. J = 6Hz). 3. 28 (2H. q, J = 6Hz), 

3. 32 (3H. s) . 3. 54 (3H. s). 3. 56 (3H. s), 
3. 7 3 C3H. s) . 6. 3 2 (2H. b r) , 

6. 76-7. 00 (4H, m) , 7. 29 ( 1 H, t. J = 6Hz). 

7. 5~7. 7 (5H, m), 8. 0 6 ( 2 H. d. J = 8Hz). 
8.2 8 (2H, d, J = 8Hz) 

^M2 4 

Yfc-^ 1 7 *;^3|^ir^(,>. m&m 3 i i^«©glf^^^T'^j: tn - (2 - T&^u^f: 

^•/ji^yp) - 2- C4-Tii^J^>V^JU^ ^ j:> -3-y^/l.-4-7aL 
— >>U-3H-^TVU>-5-:<7>'I/5^'^if i F - ^ ^ > XJUTt^ >mm. Ut^2 
4) <^#/Co 
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ill,^. 2 7 8 . 5 ~ 2 7 9 i^M) 
- 2- {4- { [4 - (h" U v?>-2-'i'>»I/) ^$ K-r^H 

K ab'^2 5) ;£-#/co . . 

HL^ 2 2 4. 5 ~ 2 2 5 

I£RS«?>J2 6 

-fb-^l 9 (0. 4 g) . p< rJ^VX^U't^^^ (0. 8m I ) ^ 7jc (Sm 1 ) <Z> 
m-^^=§: & 0 "CT' 5 0 U/c„ SJ^iS-^^^ia* t??&*P l O 967Ki^^b 

^ h U '•7J*:^mf&. (5ml) ^m^^mi^t l % U >ibJc^^eE^in^T p H 
7 <!: uyto 2 -::^ci/nV -^U (10ml) ^inx.i!K?^T2&fi " tff U^^h^^ 
itSi. T-bhy-Cmmi^XN- (2-*y^^^>v'i^>r^) - 2- [4- (^;i/5i^ 

>- 5 -:^7;U5l?^-»^ = K C<t^2 6 ) *#yi:o 
it^. 177~179'C 

mmm 27 

it^2 0 (0. 4g). 5%7K^f[:^ h U':7A7K^i^ (1. 18ml). 2 
-•T^pyfy-yP (3m 1 ) iom,;^^mUr^ A O^HmXytz^ 1 96 U >il7jc^#ge 
^inx. p H 7 i: L> 2 - 3^o/nV S«I UT^Jcj^Ti!C® U^o IfftB U^:: 

^H^H^aSSl. $a^LXN- (2 -:*7t';}?^rv'>>l/JC^7l/) -2- {4 - [ (4 -Ji 

^^'Ufcf^^i^^- 1 -^71/) i K-f;!/] 5 y ) - 3 -yf-7i/-4 

- 37 i^yU- 3 H - 5=-T V U > - 5 - :<7>>l/*'+-9- $ K (Yt-g^ 2 7 ) ^#/Co 
It^ 176~179'C 
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mmm 2 8 

N- i2-ti)\y^^^=y:^=f-)V) - 2- {4- [N- ( 4 -^^U^Tn^^i^yl/) 

T ^ v'y ] ^ov'-ryu-r $ y } - 3 - ^ ^yu- 4 -•7jc^;i/-3h-^tv'u > 

- 5 - ts)\^^-^^ ^ F • y ^ «b-^ 2 8) 

it.^. 14 6~150'C 

N- (2 - 2- {4- [N- (4 

- 5 -:^;i/^c^-9- $ F • y ^:/x^i/>^:^i»g ab'^2 9) 

llLi^. 2 4 6. 5~2 4 7. 5'C 
N- (2-:;^7>'I/'J?^i/^f-/I') -2- {4- [N- ( 4 h + ->'7 oi^yl/) 

- 5 -TJryl'^'^if i K • y ^ >x;U:4^ (Yb^ 3 0) 
'H-NMR (DMSO-ds) <5 (ppm) ; 

2. 27 (2H. t, J = 6Hz), 2. 28 (3H. s). 

3. 24 (2H, q, J = 6Hz), 3. 57 (3H. s). 
3. 8 3 (3H. s) . 7. 1 3 (2H, d. J - 8Hz) , 

7. 2 2 (1 H, t. J =6Hz) . 7. 4 1 (2H, d, J = 8H z) . 

7. 50~7. 70 (5H, m) , 8. 01 (2H. d, J=8Hz), 

8. 4 6 (2H, d, J=8Hz), 12. 23(1H. br) 

(1) 2- (4-->Ty^>v-f>>i/-r -3-yf-.>i/-4-'i'v7'Ptf.'i/- 
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-2- (4 -->Ty ^>y-r>'i/-r iy) -3-/^ju- 
Sfc,^. 1 2 8~1 2 Q-C 

( 2 ) ( 1 ) -vmz N- (2-t-yh^-> 2 - ( 4 - -> 

Ty^>y-i'>>i/>r ^y) -3-y^;i/-4^-rv:/Dtr>>i/-3H-^Tyu>- 

5 - I K<£-J^^trm mmm 1 ( 5 ) . «t l^filo^f^^S-trnc oTN - 
( 2 -t-y h4^>':<7;l/;}?j::.^l/if-,>l/) - 2 - (4 -^^j-T^^l/zN'^-f jU^y^/^ 

^ y) - 3 -y 4 — r vT'ohVi^- a n-^^ryu >- 5 -ijjv^.^-^ 

M.^. 2 19. 5~2 2 0'C (^>^) 

(3) (2) T'»/cN- (2-t-y h4^->:^>rI/;}<J=.yl/JL^yp) -2 - (4 -f^ 

:t :^yi/^<^-r > J y ) - 3 - y ^f-jv- 4 - -r y -s^o tf.>u- 3 h - ^ 

T*/y>-5-;^>>l/;i?f^^-9-$ Kl 7g (3 4. 6mmol)^ 3^it/=f-JV22 
m 1 (34 6 mm o 1 ) . T-fe h > 2 8 0 m 1 ©il-g-i|&^^ fiDflfiagfET 3 O^it 

- 5 -iyjly^.^"^ 5 K • 3 -^YbTK^S^i^^^/Co 
M.^. 1 65-165: 5^ i^m) 

(4) (3) T#fcN- (2-t-7^h^->:^;l/;}^-^;i/Jif-;u) -2 - [4- 
(^ 5 K'<>'b) ^^y-f >'U^ = y ] - 3 - y ^yU- 4 -'T VZfv^ \£jV 

- 3 H-f^T'/U ^-tUl^m^-^xV* • B^i\:jmimm. l g(l . 5 S mm 
o l) .T~»;>0. 2 2ml (2. 3 7 mm o 1) ^ y-?^ y — 0 m 1 ©M 

S^Ti? h > - i^^f-^'l/^-T^^'KOil'g'^IK-eff S^S LTN - (2 - 1- >^ h 4^ 
- 2- [4- (N-7ji— yl/T ^ v^y ) OV'T^'l'-l'^ y ] 
-3-y^yl/-4— f y:^olf7l'-3H-5^TyU>-T5-757;UjK4^-!^5 K- 3 
•^fkTfC^S^ ('fb'g^3 1) 0. 4 4g<&#/Co 
il!.ir 221. 5~222'C (:J5-fi?) 
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mmms 0 

(4) tmmomrf^n':>x. n- (2-t-rh^v';^7i'5K-7i/:i^^;i') -2- 
{4- [N- <.4-jt h^i^y^j^^M rii^y:\ i>^} -3-/ 

mm c^t^s 2) ^#/c„ 

ill.^. 1 9 6. 5~1 9 7. 5'C 

mmm3 i 

j||fil?!l2 9 (3) -vntzN- C2-t-yh^'>fjJly^—Jt^J:.^Jl') -2 - [4 
- (yf^^u^:*-^!' 5 K-f;!/) oy^f^i^'T^y] -3-^^>»i/-4->rv:/ntf 
;I/-3H-^Tyy >-5-;^7;^d^'^i^$ K • 3^<t7^mWmi g CI. 5 8m 
m o 1 ) ^ n -y^f-JUT l>0. 173g(2. 37 mm o 1 ) ^ T-fe h > 1 0 

jUjl^JU:> - 2- [4- (.N-n--fi^JUTli^y^ O'MjU^ I yi - 3- 
y 4 --f VT'cih^^U-SH-f-T^/U >- 5 ^ K - 3^4t7i(. 

it^. lei-ies-c 

^«?!|3 2 

|yfi^J2 9 (3) -e#ytN- (2-t-:7'h+'>:^;p5H— >'I/J^f->'P) -2 - [4 

^JEg3^lrffi^,^, m&m3 i tmm<Dmr^^ff^x. BTco^t^^mfzo 

ON- (2 -t-:/h^v'^;u*'^;ux^^i/) -2- [4- CN-^>i^j\^T I 'J 

y:> ^ y] - 3 -yf-;u- 4 --r vT^otfyi/- 3 h-5^tv; >- 

5 - ;?7;U5j?^i^ = K • 3 'i7>fb!K^i?ig Gt^^ 3 4 ) 
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m.^. 1 0 i~i 0 3. s-c 

ON- (2 -t-y h^>'.:^JU^—Jl^:i^f-JU:> -2- {4 - [N- (4-7yU^D 
^>i^JU) T l 'J J ] ^>^/<yl/>f = V ) - 3 f-^U- 4 — r vyo fcfyl/- 3 
H - •/ U > - 5 - ^ >'^^K4=-^^ ^ K • 3 '^7 f b*^®?k (-fb-g-tr 3 5) 
mM. 1 3 7-1 3 8. S-C 

ON- (2 -t-y h^'yt;JUm—Jl^J^^J]y) -2- [4- (N - i^^^ v-yU 
T^-:^/) ^yvV >'P-i' ^ y ] - 3-y5^;P-4--f y7"n tVU-3H-f-T^/ 

u > - 5 - :^7;i';K4^-»f- $ K • 3 ^^tTi^mmm. at-^m 3 6) 

illA 19 1. 5-193. 5X 
ON - ( 2 -t-:^ _ 2 - { 4 - (N v^yU- N - 

y^>/i/T=-:^y) ^^y^^^u-f ^ y] -3-y^yi/-4--r vratvu-SH- 
16;-^ 1 0 7~1 1 O'C 

ON- (2 -t-r h^->:^;U5i?.^>'Uji5^;i/) -2- {4- [ ( t°o u 1 - 
-r>'t') s HV;i^] ^yy-Yv'u-f' } - 3 -y^yp- 4 --r v-ymtvu- 3h 

16,^. 2 1 0 — 2 1 2*0 
ON- (i2-t-yV^i/iJ)V^>^jV:su^jV^ -2- {4- [ iA 

^ I hV>'i'] ^i^v^j]^^ I / ) -3-y5^;i/-4->ry:/D 

Sll.^. 2 0 7-2 0 8. 5'C 

ON- (2-t-y >^->:^;U;}?Ji.>>Pai5^./|/) -2- {4- [ (4-Ov?;lxtf< 

1 -<;i/) -r ^ K-fyu] ^>y-r>'i/-i' i y } - 3 - y ^>/i/-4 — < vy 



wo 97/03058 



34 



PCT/JP96/01862 



1 9 5~ 1 9 e-c 

ON- (2-t-7'h + '>*yU^*^>»l/j^f->^l/) -2 - {4- [ (4-7^— yUlf/^ 

D hVU- 3 H - y U > - 5 - = K • 3 ^itTimWm. 4 1 ) 

1 9 3 ~ 1 9 4 

ON- i2-t-^V^'yti)i^^^—}\^:s^^JV:> -2- {4- { [4- (4-T-fe^ 

mm at^4 2) 

H,^. 16 1~16 3'C 
ON- (2-t-:r h^'>^.>l/ji?— - 2- {4- [ 

^'J>- -f i K-f^'P] OV-fyi/^^/} -3-y^>H/-4 — fv:r 

O tfyP- 3 H -^T V'U y- 5 -fjJU^^'^- 1 K • 3 -^^fcTKmrnJ^ at^4 3 ) 
ife,^ 156~160'C 

ON- C2 -t-y h^iyttJU^—JUoL^jU) - 2- [4- (*>>l/;f.U / ^ 

^L/) > vv ;i/-r 5 y ] - 3 - y 4 - v r o tvb- 3 h -^t v u >- 

5 -;^7yP;}^'+ifi K • s-^YbTK^i^ at-^4 4) 
ill* 1 8 1 — 1 8 3*0 

IQteM3 3 

mmm 29(3) -vmzN- ( 2 -t-r h+->:<7;u7j?^^i.jcf^;i.) - 2 - [4 

;!/-3H-^Ty*y >-5-:^7>'^;^?4^•t^= K • 3'^7>fb7K^l?J^0. 8g(l. 2 
6mmo 1 ) ^ i>>y^.?I/Ti >i^l?igO. 16g(l. 9 0 mm o 1 ) ^ 
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h 0 '^7^0. 1 6 g ( 1 . 9 Ommo 1 ) . T^^y-^H m 1 . T-t? h >9m 1 

©is-^^t. im^UiTi i^mmwi^tzo Mft^m^'SrmEmsL. mmiZT^ 

T-lr h >- v^^f-^PJ^-T^^Uil^^gCTJtH^'fbUTN-. ( 2 -t-^ H>->:^7;l/^-J^ 
;l>ji^;l/) - 2- [4- (N. N-i^jt^Jl'Tli^y') ^>^/-(JU-(l / } -3 
- y 4 --r v:/p tr>'U- 3 H - > - 5 - = K • 3 

7mm^ (i^t^4 5)0.2 g^mzo 

m,^. 2 06. 5 — 208. SX: 

N- (2 -t-:r K^->:^7;>l/5}^— ^bJi^^^l/) - 2- [4- f^.'U^^r-f' ^ K-f 

yu) 'O'/'i'yi/'f i y] - 3-y^>'L'-4 --ry::^cihf>>i/-^3H-5^Tyy >- 
ON- (2 -t-r h^'>:<7;i/j}?^;l/jc^;l/) - 2- [4- ( 4 -;*-^V hf-^'J 

y-f i K-r^i/) K^y-Tv^iz-r $ y] -3-^5^;u-4--ry^ot''7i/-3H-^ 

T > - 5 - ^^/^H/^'+if i K • 3 '^^bTK^MJg ('fk'^^ 4 6 ) 
St.*- 1 7 9 ~ 1 8 1 

ON- (i2 -t-r h^iy:fjJly^—JUx.^j}y:> -2- {4- [N- (3-y V^i/ 

:fyjv^.—jv-:fx3 ifju) T 5 ] ^> v-r/iz-f- $ y } - a - j*' f-^u- 4 y:/ 
ab.^. 13 4. 5-1 3 e-c 

^b-^3 1 0. 15g(0. 2 2mmo 1 ) > > y 7^l^=*-oStM2m I CD^g 
^alYbUT N- <i2-tfJl^'f^^iy:r.^JU) -2 - [4 - ( N - :7 .ri>»l/T ^ 
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St.^. 1 0 0~1 0 1. s-c 

ON- (2 -7!7;P;i^>->a:.f-;l/) - 2- {4 - [N- (4-^ N + 

T ^ y ] o vv ^i^-r i y ) - 3 - y - 4 - -r y o tvu - s h - ^ r ^ 

St.^. 1 0 1 - 1 0 3 
ON- (2 -2- [4- CN- n -zf^jUT I 'J y) ^> 

v^jv^ lyi - z - ;i f-jv- A y:fx3\£jv- 3u-f-rv^} >-5-tijv 
5}?^■t^ = K • h y yjv:^umw^ (-ffc-^ so) 

Hl^. 111-111. S-C 

ON- (2 -2- [4- iU-^^y-JJVT I 'J 

^jv-i ly] - 3 - y 4 — r y t'd tvu- SH-f^ryy^^-s-T^? yi^*" 

m.^, 2 3 9. 5 — 2 4 O-C (^fi?) 
ON- (2-::<7.'l/'i?+>'JC^>'l/) -2 - {4- [N- iA -yj\/ytuKyi?)\/) 

T$s?y] oy-r>'U'r -3->/5^;u-4-'i'y3^Dtvu-3H-^TV 

y > - 5 -;^7.^l/sfC+-!?- 5 K • N y •7;l/;*-Dg^^ Gb-^ 5 2 ) 
gll.i^ 2 20. 5 — 221. S'C 

ON- (2 -7?77l/;}f+v'Jt:-^;U) - 2- [4- (N - p^i|^>/yUT ^ ) 
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mj^. 1 1 1. 5~i 1 6%: 

ON- (2-:^jUrn^'>JU^j]y:> -2- [4- (N-K>i^jU-N-r->t^jUT i 

v?y) ^>v-(jv^iyi ^3-y^;i/-4--i'yrDf;i/-3H-^Tyj > 

MA 115-11 7'C 

ON- (2-757/U**4^>'J:.^;P) -2 - {4- [ ( t°o U 1 --T^P) $ 

Kl'.'U] Oy-fyU-fi/) -3-y^>?b-4-'l'v:^ntf;U-3H-^Ty; 
>- 5 $ K • h U 7>'U^DSfe®^ Gb-^ 5 5) 

ail.^. 2 0 1~20 2'C 

ON- (2 -:<7yU5j?^v'a^^;l') - 2- {4- [ (4 -j:.f^>>Hf-^^ 1 - 

-Tv'b) i K^f yp] oy-f^b^r = y } - 3 -jt f-ju- 4 --r V3^p t'^i^- 3 h 

mi?. 1 4 6 ~ 1 5 1 
ON- (2 -2- {4- i (4 1 

-i i K-Tv'i/] K>i/-f;i/-r -3-y^yi/-4--rvXDif;u-3 

ON- (2-:^;l/.if4^v/JC^yi/) -2 - {4- [ (4 -7ai— ^bt°'-^^i?>- 1 

H - V U > - 5 - 5 K • h y ^yp^ Pg^^j^ 5 8) 

gfe,-*? 140~143'C 
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ON- C2-i7JU7i^^zyJ^^JV:) -2 - {4 - { [4 - (4 -T-fe^^P^^o.^;!/) 

-^#15 9) 

14 2~144'C 

ON- i2-tj)V^-^i/:x.=f-j\^^ -2- {4- [ (4 - ^i^^^b i ^Uf^^ 1 

ON- (2 -:^;U;^'+->Ji^7U) - 2- [4- (^-^^Uj^ U / 5 K-T^P) 'OV 
^ryl'^ $ y] -3-yf-;l/-4--l'yyatVP-3H-^TV'; >-5-^;1/jK 

li>.^f 1 2 2~1 2 4. S^C 

ON- (2 ->^7;p5i?^->^f->'L') -2 - [4- (N. N-v^y^>'UTi i^y) < 
5 / ] -3-y5^>'U-4->rv7°afcr;i/-3.H-f^Tyu >-5-;<7 
>'l/'i<^-y- i K • h U yjUyir timmm. iit-^ 6 2) 
'H-NMR (DMSO-de) S (ppm) ; 

1. 34 (6H, d, J=6H2). 2. 50 (2H, t. J = 6Hz), 

2. 9 9 (3 H. s) . 3. 2 5 (3H. s) , 

3. 4 1 (2H, q, J =6Hz) , 

3. 69 (IH. septet, J = 6HZ). 3. 94 (3H, s). 

7. 7 1 (2H, d, J = 8Hz) . 8. 3 9 (2H, d, J = 8Hz) , 

8. 54 (IH. t. J = 6Hz), 9. 10 (IH, br). 

9. 42 (IH, br), 12. 33 ( 1 H, b r ) 

ON- (2-:^;l'^C^'>J^f->'U) - 2- {4- [ (4 -;4-^V tf^ U ) 
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mA 1 5 3~ 1 5 4*^ 

7 0. 3 g( 0. I 4mmo i:) ^ ji ^l^7.Jl^7i-->mo. 3 m K 

(D-^f^E.m^[y. mm'^ i m i (D7KKmmLtziM. 5 %7i(.m<t± h u ^^7i<.m^ 
^im:^ p H 1 itL^ Mfci % >j ymjhmi&^^ta^ pue t Lfzo c (om^^y 

t T-fe h >-rWi^^B UT N - ( 2 - tl)\^^^^'y3Z^jV^ - 2 - { 4 - [ N 

- ( 3 - :^/l/4?+>>:/'o tVP) T i 'J J ] O V-r^'U-f? S y ) - 3 -/f-jV- 4 
- -< v:7"n 3 H -^T V U >- 5 - ij)V:if<^^ \ K • mmm. (-fb-^ 6 4) 

m.^. 2 3 0. 5 — 2 3 2'C 

^2f£^J 3 8 

mmmQ (6) -C#/c N- h4^->;^yp.-J?^;|/ji^yl/) - 2- [4- 

-3U-^T'/^)>-5-^Jl^^.^^= - /^JUmmmO. 8g(l. 39m 
mo I). 1. 4 -i?;t+1^-8-T-tft">r5^u [4, 5 ] 7=3?7 > 0 . 3 g ( 2 . 
0 9mmo 1 ) , Bfel?0. 12m l (2. 0 9 mm o 1 ) ^ THr h > 1 0 m 1 © 

f^^Ujc-T^yl/TMH^'TkU N- (2-y h + >;^;7l/jJ?^yL'ai^.fl/) -2- {4 

- C (4, 4-jcf-^>i?3j-4^->t°-^ij v?y) K'f^'U] O ^/^ >f|/-f = y } 
-3-y^;l/-4--rV7'ohr;l/-3H-^Ty*U >- 5-7!7;l/^-^iJ-? K • ^ 
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'H-NMR (DMSO-de) S (ppm) : 

1. 33 (6H. d, J = 6Hz). 1. 7i(4H: m). 

2. 5 8 (2 H. t. J = 6Hz). 3. 44 (2 H, q. J =6 Hz), 

3. 2-3. 6 (4H. m) . 3. 62 (3H. s). 

3. 69 (IH. septet, J=6Hz). 3. 92 (4 H. s). 

3. 93 (3H. s) . 7. 59 (2H. d, J=8Hz), 

8. 3 0 (2H, d. J = 8H zj. 8. 55 (IH, t. J = 6Hz), 

8. 6 (1 H. b r) 

^t^6 5 0. lg(0. 1 8mmo 1 ) . 5%7Kil'fb-^hU'>A7K^jK0. 
16 ml (0. 2mmol). 2 -Zfa^<y -JUlm \ <Dm'^^^U-C2mm 
LtZo 1 96 U >m:^mm=S:1ia^ p H 7 i mh>tltz7mf6L^y^ ■Y-( :t> 
HP-2 0:<7^A^'n'7h^^^-7^- (?&«t^:7K. ^(D^^j^ ^ y -cmm. 
^2ililCD^# t.*l/cia^H^B<^T-fe- h >T'^^ LT N - ( 2 -tfJl'Ti^^iyj:.^ 
7U) - 2- {4 - [ (4, 4 -ai^^>i^;f-^->t°OJ i?y) -f S HV^I^] ^> 

y-f^u-r = y) -3-y5^.'i/-4— rv3^ptvi/-3H-f-Tyu >-5-:^77i/ 
rf^^-^i K ak-^i^e 6) 0. 1 g^mzo 

m.^. 1 9 3 ~ 1 9 4 
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(iii) i >- 2 -'f 7P^*^U 

R ''{i^^J^^^ 2 ~ 6 m<DTJU^JUM. 3-6 <@© ^ P T>'l/+>'I/* 

R '«7jc*l^^* ^cti^l^^l^ 1 - 6 ^ot;!/^;!^*^^ 

(2) R*36<7lc^iOi-?^-e*»)x R**</f-.'I^'C*>S> l*^©$gffl^ (1) 

(3) R»*<7K^M^T?*)t)x R^3&<yf->'l^T*0N R**<-Y v::^nbf>>U^-C*S. 
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Category* 



Otation of document, with indicatioo, where appropriate, of the relevant passages 
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